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(Sf s p{i0~3©&»T-ft£) TSI^ftSMtti:* ,^>f >^^^ 0 



«tt«i'j>& < i siskin i xi* 2 kib« 



imxvni a (1) x-mztizmftt*-^?? 

[9f$q(8] 5S (1) : 
Ut 2] 




(i) 



(ifciK p(iO~3©SStT-ft2>) T-^^tvS^i:* 
[lit*® 9] *-*>:77^Sjg#ii&€>}gf&©:7- 

^-y.-j'-r ytmi&m&'StsJ hT-ft^r, -e© 40 

© 79 * * -f > pmf&miziiv s > 77 * s> mm. 
(k i) c»-r«sc (i) x-mznzmnwtm (p 1) 

©It (Pl/Kl) J}-X>7^y>7mg.1fim^J3 

(K2) CWt5S (1) -V&<*ft&MH*JK (P2) 
©it (P2/K2) JMTOH^S; (2) : 
Pl/Kl > P2/K2 (2) 



-tz s> h o 

[IM10] i£ (1) T*^^n5M*4t*-^>^ 

>^-fe-^ ho 

[ft$fill] *^T-ft€»8I^8~l o©v^n^ 
— JHfcaBIK©-!' >^-b >y ho 

[if5R«l 2] 4>i?i?xy hl3^fflT-ftSIS*lB8 
~1 lfflli-rftfr— St-aBSJ©'Oi 7 -fe^ ho 

[ii^i3] -r >*mf8jm<DmT&*QtiiUsX. 

Tx Ifjfc^ l-eo^^h-fr-^fcIBScffl^y^-Y > 

#mm<na. xizffi&m 7-12 ©o-rtifr-JsitfBig© 

[If*! 1 4 ] m&m 1 3 tlB^CsB^StctoT 
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TOJ £ ntz z t t t s tsmto. 

[0 0 0 1] 

immmt&tmftw} #H5s»«s f^vtn >?m 10 

[0 0 0 2] 

■e>*-r ^fciiflnufcee-f >^-fe-y h) c it;?. 20 

7^^>^tlt ^ >;/ ^ > ^ <fc !) &-&©#—*> 7 
5 SSSItt ^ U -CD PggStt 4 fS] ± £ -fr 5 g <ft)T- 
[00 0 3] LA>L£A*£>, F 75 y & 4 >>? (f 

(a*, b*> = (o, o) u skimvuzm 

i^*4) *ffifflTS^S*s»So -fin— ©HiSi: 
[0 0 0 4] ^a^ttfRS, 80 3, 9 5 8f 
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U£l,rW*>b7)l-l 5 : 3 v-tf>*ll 
ntLTt?>?A> hUv f 1 2 2*^-tf^7y^Mi(sH' 

^Vh^lz-l 5 : 3SVbf^^>bU-y H 1 2 2(i, 
ztttib-otz* 

[0 0 0 5] 

[%w* s «?*u«t-5i:-rs^ffl] *#su!#tt* 5^ by 

3dhA*T-££#l££g^ffl^UT^fci:C^ #s£© 

T-#S77 vtwmj >>?Mf&Vo&mz> Z i: #T- £ S d 

*iSB#^ fc * 3e« LT»«-rs d i: AST- g S *: ItfS 
<, iim©7^-v^^>^ (#— ^VT^-y^jgjg©^ 
vw>i7) t*JFj®{;jgffl-rscii:AST-gs. 
[0 0 0 6] It, *ftm%&, «*©9-f h 

*vbiz^£i%z>{zm(D2m<D7' : 7vi''(>t>mF&<to* 
vd^-f >^ffl^% 7-f h ^ ^ mat. 

C i: ^ mSHzU %> Z 1 4) MttJ bfc. 
[0 0 0 7] *^(id-5 Ufc*PMlc*t3< t»©T-* 

So 

[0 0 0 8] 

[!SJS*8?ife-rafc»©3MB!] fct, ^ 
(1) : 
[0 0 0 9] 
[ft 3 ] 
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[0010] *^B£fci> itulBsS; ( 1 ) -trH£ft£ 

[0011] 

«j#«*"rs«ffi5S; (i) T-3t£ft£gi#4te> 20 

>7*ytr* • tf^> h>Ol/-6 0 (C. I. PB6 
0) kLT»I*>tlTOS« 

[0012] *««©r7^^>f yzmsmrz 

S©No. 2 3 0 0, No. 9 0 0, MCF88, N 
o. 33, No. 40, No. 45, No. 52, MA 30 
7, MA 8, MA 100, No 2 2 0 0 ; ^DVtf 
rttB©Raven5.7 5 0, Raven5250, R 
aven5 0 0 0, Raven3 5 0 0, Ravenl 
2 5 5, Raven7 0 0« ; htt»Z)Re s 

al 400R, Regal 330R, Rega 1 
6 6 0R, Mogul L, Monarch 7 0 0, 
Monarch 8 0 0, Monarch 8 8 0, M 
onarch 9 0 0, Monarch 1 0 00, M 
onarch 1100, Monarch 1300, 
Monarch 1 4 0 03? ; *r9v iM±S<£> C o 1 o 40 
r Black FW1, Color Black F 
W2, Color Black FW2V, Color 
Black FW18, Color Black FW 
200, ColorBlack S150, Color 
Black S160, Color Black S 
170, Printex 35, Printex U, 
Printex V, Printex 140U, Sp 
ecial Black 6, Special Bla 
ck 5, Special Black 4A, Spe 
cial Black 4^4ffiffl-TSC £#T*«*. 50 



[0 0 13] *««®77 y ^-f >^afi«ii:tt*ti 
5*— *>^y*i:SaiaSC (1) T-m2ti2>7)V—M 

n mice. i. PB6 0) k<0«jttt»icttR*sjh, 

S^kOTSS ST* iusB 7)\s-mm*^M * *h« ct 

* - # > y ^ k «iia ?fr-mn t * n&ttm^m 

[0 0 14] **W©^y*>f BiFffi:/ 
(Wcc. i. PB6 0) £##-rs;:k£Pfc 

L < ttzkSW k UTSBH-T £ C k#T* S 

>>> k uTftjffl-rsc k^-esso 

[0 0 15] WTCs *ftm<D7?yi?'f >^«aje»# 

[0 0 16] *«WJC«t«>f MBSffl**^ 
'IB^I/-«H (WtC. I. PB6 0) It ^Jx«. # 

[0 0 17] #$M§<D>f >*S>xv HB»fli7k*^y 

«ya*©±««t»uT»*b<tti-i osasiJ, ct 

&> miZ7)\s-mn mice. i. pbgo) «u m«b 
^>r^^^ ifi*s»afe?)x »*b<«o, 05 
-l. 5fiaa5, ct^»i*u<«o. i-issgB©s 

yflMWSfci) 0. 0 5M»*»fcfcSk, $M 
*lll»3fc9 1. 5figgt5£M*£k> ?#lcig||& 
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[o o i 8] j3—#>75yp(Dmmz. loumur 

C. I. P B 6 0 ©fegte, 10^maT#»* 

[0 0 19] *«WO-f >*yai*y MBSffl*^^^ 

£3o *ffl«tt*J©J«*«£:bTB:, 7-*>te#ffl« 
ttfl (Wilt Kr^l/^^v^^vi^ b 'J •> 

v^*>ttWffl«esy Mitt, *y**^j:^i/>r 
Kftif) . Stt*ffiSI4SJ («i«, N, N 

- V * - N - 7 )]/ 3r ;i/ - N - iJ Jltf* > * > * 

R 1 



10 
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J 



CH 2 



CH 2 



H 



>*;i/#>KJe, N, N, N-hvm;i/-N-^;b 
^r;i/^ri/>7 ? > J E— ^ A-^^-r n, n-v?;^ 

^^-T^i/^-f >, x&2 -r;u*;i/- l -#;i/#^> 

±*SS^T{fiM^S C h#T § So 
[0 0 2 0] *«W©^^^-f >^fflfiK»tt, 

^fflfiEftidisir^Tffll^tiST-b^-UV^y 3— ;i/^|jL 
fflStt»J(Z)»*bt^JMt:«fcbTtt, (2) : 

[0 0 2 1] 

[ft 4] 



-c — 

CH 2 



(2) 



CH 2 



H 



CS;*x 0^m+n^5 OT-fetK R 1 , R 2 > R 3 . S 
VR 4 (i^ti^nJ(4iz:UTr;i/^;u*> »*u<tt«* 

[0 0 2 2] ttffi-KSC (2) T-a^tlSfb^l©* 
T\ b < fcfc 2 , 4, 7, 9-rh5^f;i/-5 40 

-7 r ->>- 4 , ;K 3, 6 -y^fil/- 4 - 

*^^>-3, ;k 3, 5 -s;^^- 1 - 

-s+>>- 3*— ;u^if%^(f SCh^T^So gfjaB- 
SSaS; (2) T-a^ti-57-fe^U>^'Jzi-;i/^|f.ffi?Si4 

{«i:LtliiJ--7-fy-;H0 4 1 8 2, 4 6 5, 4 8 
5, XliTG (ti-fti* A i r Products a 
nd Chemicals. Inc. «tt) qJiil) , 
*^7-f>STG, *;U7-f >E 10 10 (V->-f;ft,i>B 



[0 0 2 3] $^^>7xx7 MBHMS77'y 

ft* V**^ 5?g;b<tt0. 01~1011 

%. «t?)SfS b<t*0. l~5Bfi%©3SBT-&S<, ISt 

BB«ttsi©**«a*o. oin%*si«5i:Mts 

$>*v*\ 10fifi%*®AShiKS© 

[0024] *fsrati3VAT, m.mt. mn*ft®.$it 

[0 0 2 5] L<^SS1ifc:<fc*tffs d*l,£>ffl 

[0026] ^fswt^rts^-iadi: b-m, ««©# 
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■ess. a*. c©««^*«»t:d**i*dswij#>f > 
[0 0 2 7] .toffib^diaBfcUTtt. m&^am 

Ms «fl:»IIS»»»J tttffl 1 5 ^ i: W g 5. 

T^fcT^A, J£14 h^A&^D^^AJg, 

[0 0 2 9] JB^^WMWH^WibV^JilbTtt 
spy bT— ;i/trn y k>** ^yr^ 

^ y ^s^x^S^ttx y;i/fi-r^ y;i/ 

7t?vjm&m<&fa 

fa x^\/>-***v)\sm-7&v)vm^xT)u}*m 

&fa Z3 L U>-a-*3-)]/Z3 L ls>-7&V)Vm&& 
&fa 5tl£X?~U>-a-*?~)\/X3 L \s>-*Tt?V)l/m 
-74? V )\sm^XT)l'&n&<&te if<DX*-U>-7i?V 

?umms z3-\s>--y?\sj>m&m<&fa ^u>-m 

Jig, Dy>ffi7W>i« tr-;i/^-^^i/>-^ 
*?v>m&m&fa ¥-)v±7tr\s>-~?u-r >m&m 
&fa $>zu\*. mmv-jv-^?- u yitm-sfa mm 

¥-)is-mMMv-)is^\s>&m&fa »»tr-;i/- 
^u-om^ZTfr&M'&fa lffl&fcr=;i/-*n 
ftB^tk xtt»«tr=;i/-7»y;i/»*fid»ttJf«D 

[0 0 3 0] Cft60M*. ^I/>-7*U;H» 

*^>-***y;i/tt*«df*u t*u;i* 

[0 0 3 1] «JB#««i:bTtt, rftIg<Dfc<D£ 

^yv-ttSMa >?3>^y;u68 (^iioo 

00, 81195) , &a>4?V)U6 1 J (^il 0 
0 0 0s mmi 9 5) , i?a>9V)l/6 8 0 (ft?13 
900, »« 2 1 5 ) , ^ a > * y ^ 6 8 2 (#^S 1 
6 0 0, fifflB 2 3 5) , ^3>^y;i/5 5 0 (^17 
5 0 0, &<ffi2 0 0) , va>^y;i/5 5 5 (^15 
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ooo, mm2 oo) , s;a>*y;us 8 6 (^?i3 

1 0 0, BfflBl 0 5) , ^3>^y;i/6 8 3 (^17 
3 0 0, M150) , 5?B>i?V)lB-3 6 (#?fi 
6 8 0 0, mm2 5 0) ^#W*>ft£o 

[0032] *&w<dj >>?¥*? himmfrzky^v 
#4>i?mgWM*. mmm, &mmmmmm. rv/ji 

10 0. 5-4 0Sfi%«JgT-&t), £>)*?£L<i*2~3 

01i°/ot^5o 

[0033] mm&Tkm&m&mmt ut«, 5i^©7jc 

£^£#T-#, S«:fl«Jfc:tt, xfl/>^y3-M yx 

^u>yyn-;k hyx^i/>^y3-;w fh?x 
^•l^V^yrJ— ;k *'JxfU>^V3-;k #'J7D 

>yj3-;k 1, 2, 6--x* 

20 yyt'JX hy^fo-;i/x#>, «b<ttb'J 

^y^-^yx^i/x-rik xfi/>yy^-M 

— tVK ^^-i/>^y 33— ;i/^Ey^;i/ai— v 
x^l/V^y^-^y^^l/x-r^k hV^^V 
>?Vzi-)v^;a^)V3l-t)1', byxf i/>yy^ 
' — fr^s^jv*— 5";i/> ^u<tthyx^i/>^y^- 

: r-;i/« ; 2-trnyH>, N- 

30 - 2 - troy i, 3 2 ->r ^#vy 

^ >, h V x* y -;i/7 ^ VS^If* C J:*«T S 

So 

[0 0 3 4] *«W©^!y^>f >^fflfiE«Jttx 

fr^ox ^u;i/7;^mv^7Vdx ^>x-f 

V^7^0X 7D^xhD7W-;K *WJ5? 

[0035] tfc, *mwiz&ttz>77vt?>(>t?mf$ t 
WSJ, sissjw^j, tejsssaa, phu^j, 

[0 0 3 6] ^.CDflfe. >T >*«#©*#tt*fil±S-t*\ 

50 jetctBSKft. «K(c^-rssstt^rpi±^-y-. 
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— *;i/A7^h\ r-fehr^K, $M*\n/x;i/* 

[0 0 3 7] ztz. pHim ^^^y-;i/7-^>. 
a. zkBMb^h y^ *»fby^">Attif<o««zkft 
y^A> «»y^»>A^if©KBHHsa, *©flk 4mk« 

[0 0 3 8] *©flb©«fln»JfcUT. RlSs 

[0 0 3 9] *«W©^^^>f >^j|a««itt. 

^I»Atf4 5mN/mWTT».SCk#ffS M 
fc#*U<tt, 2 5-4 5mN/m<DS5HT*$>£o Slffi 

H?I*#2 5mNMiTil, 7V>*^y K®;X 
[0 040] -f >^©*ffl«*tt. ^>**«««» 

[0041] $«w©>f>^^xy na»ffl*«^v 

So 

[0 04 2] y ^-f -f>* 

[0043] *&w<D-(>tr*y ^strummm 

[0 0 4 4] tlBWCD^y^DEfiffl^V^tyMi, 
[0 0 4 5] *«WCD*7-K»ffl>f>^'byb 
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>t>, y^^9, 7>f b^rx st>*v>r 

10 ->7>>. zr?vt?s 7^h777^ 7>f b 

jxd— , *>7>, v-fcf>*> ^y^s Isvf* try — 
v-t?>*. r^y^, *ix>s^ yy— >, ^l>*^ 

>T>, :7^y£\ *U>zS, ^y->s SV;W 
btf)7fe<7M>^-tr>y h ; ^Wl)^h^T^ 

S o 

[004 6] #(fl««C:fe^T r5^h75-y 

«, ^vH-»*©ieet:»-i-*eiiatt*iqi±*** 

UTs ru^H Js r^| / >i; Jl r^ij_>j x ry 

[0 0 4 7] *$6SB£«fcS$?i; U^W h©ffi« 
icC. I. PB 6 0£i&tJD-f ^©T-feS. 5^ 

feSfflTv c. i. pb 6 ozmtin-t&zuz&f), ^ 

[0 0 4 8] A-#>77'y^tt7'f h757i''f> 
^ejse^IiCHulB^I/-^ (#»CC. I. PB6 0) * 

y p-sfiy^v?* >*m>&y>tLT. ffia27)i<—mn 
mm® tm.-£f£Tt>\ $>z>^ms&7 

50 [0 0 4 9]*»'f>i'-fe7Mt A-*>77 7 
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&L±<Dmmmizmny)v-mn (»tc. i. pbg 

0) fttMP-rsciiitfTftSo C0i5ft>f>^yh 
fctf^T, *©-f >**v hfcd*ft5ffi»©2«©;/ 

>^y**K (ki) t»-rs«riar;i/-«tt«K 

(PI) ©it (Pl/Kl) k, *— 

(K2) fcWSIWB^l'-MHWE (P2) 
©it (P2/K2) WT©Hfl« (2) : 
P 1/K 1^ > P 2/K2 (2) 

[0 0 5 0] -T^tot). 75y*>f>*»8«©*-# 

»/ra^s«E^;i/--»i*©*«*tt*aj-rs. b^b& 

[0 0 5 2] *jBSW©-f >^*y Ki, r^*y»-f 

sck*»»H^ ^en^cD^T-(i, «e*s*p©>r>^ 
tyhh nttKHMt-r « - 1 #t- * % «e*^»i©«fflcD 

IBflfc»ttAH >*kUT«flrr*£k#TSS. #£b 

[0053] #»w©fa»#i£«u >*mm®} 
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10 So 

[0 0 5 4] -f>*^Hattitlt 

[0 0 5 5] r^^*>f >*jHJ5S**JRS-ra>f 

20 [0 0 5 6] Jfc, ;HRH®IBttM** *#SB8©!3»5 

[0 0 5 7] 

So 

30 [0058] <$mm i-4 >jbtf©« i £S3r©k^ 

IT— XCitff=l. 7mm;ig^»©l. 5f£ft (fi 

ft) d kk*t2Rfia^»**x mmmi~~4<Dj>& 

gmS-grfr (#?fi= 1 5 0 0 0; Kffl5 = 100) 
[0 0 5 9] 
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[0 0 6 0] <Jfc«m;fttJ c 2>JWT©*2fc8B«fflB 
* m W Z> C ii * Bfc WT % HufB*iS«»J 1 ~ 4 



[0 0 6 1] 
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[0 0 6 2] <*WMMB> 
(1) BMffffiKR 

busb^ss^j i ~ 4 MLmz ttmm i sz* 2 ~zmm Ltzj> 

»«-f>^->'i7h7'J>i' (PM-9 0 0C; 

[00 6 3] ffi;kfcfc 720x720dpi T-fTW 
(5*3—^4— = 10 0%) T*TOJbfeo Wfffltt, 

Si) *fflV\ a**afc^^-i'»4»**«ft (GRE 
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TAG SPM ; GRETAGttfi!) ^fflWCS^U 
30 C I ETJS^^tlT^SfizIlgTj^^L *a*b 

[0 0 6 4] C* = ( (a*) 2 + (b*) 2 ) */ 2 

[0 0 6 5] 
[|!t3] 
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[0066] ±gB3i3 c^-r«t3 nmm i ~4»v 

tWRW 1 fcovvTttftffltStf KISJSHgfi-C** a * = 0 
&Vb*=0 £>JgC*fc3J-}lT*lJgT-fc*K ffi 

[0 0 6 7] itmm 2 tteffi#siei**jj*-r b * 

[0 0 6 8] (2) W*^>ttfFffi 
^-OMS-H ; *#Hft«ltt&£rt£H) Sffll-vCs H 

[0 0 6 9] ifffitt«F*)SS4 O'C. 2 0 0ppm©3f 
£3i4ic^-r„ l¥tttt**Tffl©i:*J»>K:#«l/&. 
B :effi©*fc#»«a&8reAET!5JW±l 0*»t?fc 

[0 0 7 0] 
[*4] 
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(57)Abstract: 

PROBLEM TO BE SOLVED: To obtain the subject 
inhibitor which exhibits a remarkable sperm formation- 
inhibiting activity, brings about the lowering of breeding 
rate and is useful for controlling injurious animals by 
including a specific pyridoindole derivative. 

SOLUTION: This inhibitor contains a 9H-pyrido[3,4-b] >;K%«n* & 

indole derivative of the formula (R1-R3 are each H or a ^fe. jt,. ^ 

lower alkyl). The compound of the formula is obtained by ^f ir ^--^i^ 
condensing norharman with a substituted p- 

halonitrobenzene which may have a group and then f^ - fc * 

reducing the obtained 9-(4 , -nitrophenyl)-9H- pyrido[3,4- 
b]indole. The inhibitor is administered in the form of an 
oral administration preparation such as tablets, capsules, 
powders, granules, or liquid medicines or a perenteral 
administration preparation such as a rectal 
administration preparation. The compound is 
administered at a daily dose of about 1-500 mg/kg, 
preferably 10-200 mg/kg, with one or several portions. 
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( — the inside of a formula, and Rl, R2 and R3 — each — they are a hydrogen atom or a low- 
grade alkyl group independently Spermatogenesis inhibitor which makes an active principle the 
9H-[3 and 4-pyrid b] Indore derivative expressed with ). 
[Claim 2] The following general formula [Formula 2] 



( — the inside of a formula, and Rl, R2 and R3 — each — they are a hydrogen atom or a low- 
grade alkyl group independently Noxious-animal inhibitor which makes an active principle the 9H- 
[3 and 4-pyrid b] Indore derivative expressed with ). 



CLAIMS 



[Claim(s)] 

[Claim 1] The following general formula [Formula 1] 
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DETAILED DESCRIPTION 

[Detailed Description of the Invention] 
[0001] 

[The technical field to which invention belongs] this invention relates to the spermatogenesis 
inhibitor and detrimental animal inhibitor which make an active principle the 9H-[3 and 4-pyrid b] 
Indore derivative. 
[0002] 

[Description of the Prior Art] 9H-pyrid [3 and 4-b] Indore (NORUHARUMAN) is matter which 
generates by heating of a tryptophan and exists widely in environment, such as smoke, heated 
food of tobacco. When this compound and aniline were made to react to the bottom of S9 mix 
existence recently, it was reported that 9-(4-aminophenyl's)-9H-[3 and 4-pyrid b] Indore's 
(aminophenyl NORUHARUMAN's) generating and this compound have mutation (Calcinogenesis, 
9 (11), 1995-2000 (1998).). However, it is not known that this compound and its derivative show 
spermatogenesis inhibitory action. 
[0003] 

[Problem(s) to be Solved by the Invention] this invention aims at offering a new spermatogenesis 

inhibitor and a detrimental animal inhibitor. 

[0004] 

[Means for Solving the Problem] The 9H-[3 and 4-pyrid b] Indore derivative finds out that the 
outstanding spermatogenesis inhibitory action is shown, and this invention persons came to 
complete this invention, as a result of inquiring in order to attain the above-mentioned technical 
problem. 

[0005] That is, this invention is the following general formula. [0006] 
[Formula 3] 




NH 2 



[0007] ( — the inside of a formula, and Rl, R2 and R3 — each — they are a hydrogen atom or a 
low-grade alkyl group independently The spermatogenesis inhibitor and detrimental animal 
inhibitor which make an active principle the 9H-[3 and 4-pyrid b] Indore derivative expressed 
with) are offered. 

[0008] In this invention, a low-grade alkyl group means the alkyl group of the carbon numbers 1- 
6 of the shape of a straight chain, and the letter of branching, for example, a methyl group, an 
ethyl group, a propyl group, an isopropyl machine, a butyl, a pentyl machine, a hexyl machine, etc. 
can be mentioned. 

[0009] this invention — an active principle — it is — the above — a general formula — 
expressing — having — nine — H pyrid — [ — three — four b — ] — Indore — 



a derivative — NORUHARUMAN — a substituent — having — **** — p a halo — a 

nitrobenzene — condensing — making — obtaining — having — nine (4'-nitrophenyl) 

— nine — H pyrid — [ — three — four 

[0010] The spermatogenesis inhibitor of this invention contains the 9H-[3 and 4-pyrid b] Indore 
derivative expressed with the above-mentioned general formula as an active principle, and 
various kinds of forms can be chosen as a medication form, for example, parenteral 
administration agents, such as oral agents, such as a tablet, a capsule, powder, a granule, or 
liquid medicine, and a rectum medication agent, etc. are mentioned. 

[0011] A solid tablet can also be manufactured using a suitable additive, although it can also 
manufacture as a form of a tablet, a capsule, a granule, or powder as it is. As such an additive, 
for example Saccharides, such as a lactose or grape sugar, Mineral salt, such as fatty acids, for 
example, magnesium aluminometasilicate, such as starch, for example, stearin acid etc., or 
phosphoric-anhydride calcium, For example, synthetic macromolecules, such as a polyvinyl 
pyrrolidone or a polyalkylene glycol, For example, fatty-acid salts, such as a calcium stearate or 
a magnesium stearate, For example, alcohols, such as a stearyl alcohol or benzyl alcohol, For 
example, additives usually used, such as synthetic cellulosics, such as a methyl cellulose, an 
ethyl cellulose, a carboxymethyl cellulose, or a hydroxypropyl methyl cellulose, other water, 
gelatin, talc, vegetable oil, and gum arabic, are mentioned. 

[0012] A liquefied tablet uses the suitable additive usually used in liquefied tablets, such as oils 
of the vegetable origin, such as water, alcohols or soybean oil, a peanut oil, or sesame oil, and is 
manufactured as forms, such as suspension and a syrup agent. 

[0013] What is necessary is just to cover with a gelatin film, after warming and fusing bases for 
** agents, such as TORI of an active ingredient and cacao butter, and a fatty acid, JI and a 
monoglyceride, and a polyethylene glycol, slushing into a mold, and cooling or dissolving an active 
ingredient in a polyethylene glycol, soybean oil, etc., in order to manufacture a rectum medication 
agent. 

[0014] Although the desirable amount of medication of the compound of this invention changes 
with states of the age of the kind of blended constituent, application frequency, and the person 
prescribed a medicine for the patient, weight, and the skin etc., it is desirable for about 1- 
500mg /to be [ kg ] 10mg - 200mg/kg preferably, and to usually, prescribe a medicine for the 
patient in 1 time or several steps for one day. 

[0015] As for the detrimental animal inhibitor of this invention, it is desirable to make it the 
animal which is a form as it is, is the form mixed with other support, the excipient, and/or the 
additive, for example, should form an active principle the shape of a liquid and granulatio, a grain, 
a tablet, a capsule, and in the shape of a paste, and should control it in addition to food take in. 
Although the content in the food of an active principle changes also with kinds of an object 
animal and food, it is about 0.001 - 1%. Although you may be what thing as long as it is the animal 
which needs control as an object animal, a field rat, a mole, a stray dog, a bear, an antelope, 
****, a sparrow, a crow, etc. can be mentioned, for example. 
[0016] 

[Example] Hereafter, an example explains this invention in detail. However, this invention is not 
limited to an example. 

[0017] an example 1 — 12 usually bred 10-weeks old F344 male rats — 9-(4'-aminophenyl)- 
forcible medication of 9H1 pyrid [3 and 4-b] Indore (aminophenyl NORUHARUMAN) 100mg/the 
kg in single **** was carried out Three animals were respectively slaughtered after medication 
on the 5th and each 6th on the 3rd on the 1st, and change of the testis was observed. 
Consequently, one day after medication, the vacuolation of Sertoli cell was accepted and, three 
days after, the increase and spermatocyte death of Sertoli cell which carried out vacuolation 
appeared. Furthermore, multinucleated giant cell-ization of a circular spermatid was accepted 
with the increase in Sertoli cell which carried out vacuolation five days after and the advent of 
spermatocyte death. Six days after, the ablation and disappearance of a reproductive cell which 
denaturalized were observed. 
[0018] 

[Effect of the Invention] The spermatogenesis inhibitor of this invention shows remarkable 



spermatogenesis prevention activity. Moreover, the noxious-animal inhibitor of this invention 
brings about decline in reproductive rate, and is useful to control of a noxious animal. 
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TECHNICAL FIELD 



[The technical field to which invention belongs] this invention relates to the spermatogenesis 
inhibitor and detrimental animal inhibitor which make an active principle the 9H-[3 and 4-pyrid b] 
Indore derivative. 
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PRIOR ART 

[Description of the Prior Art] 9H-pyrid [3 and 4-b] Indore (NORUHARUMAN) is matter which 
generates by heating of a tryptophan and exists widely in environment, such as smoke, heated 
food of tobacco. When this compound and aniline were made to react to the bottom of S9 mix 
existence recently, it was reported that 9-(4'-aminophenyrs)-9H-[3 and 4-pyrid b] Indore's 
(aminophenyl NORUHARUMAN's) generating and this compound have mutation (Calcinogenesis, 
9 (11), 1995-2000 (1998).). However, it is not known that this compound and its derivative show 
spermatogenesis inhibitory action. 
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EFFECT OF THE INVENTION 



[Effect of the Invention] The spermatogenesis inhibitor of this invention shows remarkable 
spermatogenesis prevention activity. Moreover, the detrimental animal inhibitor of this invention 
brings about decline in reproductive rate, and is useful to control of a detrimental animal. 



[Translation done.] 



* NOTICES * 



Japan Patent Office is not responsible for any 
damages caused by the use of this translation. 

1. This document has been translated by computer. So the translation may not reflect the original 
precisely. 

2. **** shows the word which can not be translated. 
3.1n the drawings, any words are not translated. 

TECHNICAL PROBLEM 

[Problem(s) to be Solved by the Invention] this invention aims at offering a new spermatogenesis 
inhibitor and a detrimental animal inhibitor. 
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[Means for Solving the Problem] The 9H-[3 and 4-pyrid b] Indore derivative finds out that the 
outstanding spermatogenesis inhibitory action is shown, and this invention persons came to 
complete this invention, as a result of inquiring in order to attain the above-mentioned technical 
problem. 

[0005] That is, this invention is the following general formula. [0006] 
[Formula 3] 



[0007] ( — the inside of a formula, and Rl, R2 and R3 — each — they are a hydrogen atom or a 
low-grade alkyl group independently The spermatogenesis inhibitor and noxious-anrmal inhibitor 
which make an active principle the 9H-[3 and 4-pyrid b] Indore derivative expressed with) are 
offered. 

[0008] In this invention, a low-grade alkyl group means the alkyl group of the carbon numbers 1- 
6 of the shape of a straight chain, and the letter of branching, for example, a methyl group, an 
ethyl group, a propyl group, an isopropyl machine, a butyl, a pentyl machine, a hexyl machine, etc. 
can be mentioned. 

[0009] this invention — an active principle — it is — the above — a general formula — 

expressing — having — nine — H pyrid — [ — three — four b — ] — Indore — 

a derivative — NORUHARUMAN — a substituent — having — **** — p a halo — a 

nitrobenzene — condensing — making — obtaining — having — nine (4-nitrophenyl) 

— nine — H pyrid — [ — three — four 

[0010] The spermatogenesis inhibitor of this invention contains the 9H-[3 and 4-pyrid b] Indore 
derivative expressed with the above-mentioned general formula as ah active principle, and 
various kinds of gestalten can be chosen as a medication gestalt, for example, parenteral 
administration agents, such as oral agents, such as a tablet, a capsule, powder, a granule, or 
solution, and a rectum medication agent, etc. are mentioned. 

[0011] A solid tablet can also be manufactured using a suitable additive, although it can also 
manufacture as a gestalt of a tablet, a capsule, a granule, or powder as it is. As such an additive, 
for example Saccharides, such as a lactose or grape sugar, Mineral salt, such as fatty acids, for 
example, magnesium aluminometasilicate, such as starch, for example, stearin acid etc., or 
phosphoric-anhydride calcium, For example, synthetic macromolecules, such as a polyvinyl 
pyrrolidone or a polyalkylene glycol, For example, fatty-acid salts, such as a calcium stearate or 
a magnesium stearate, For example, alcohols, such as a stearyl alcohol or benzyl alcohol, For 
example, additives usually used, such as synthetic cellulosics, such as a methyl cellulose, an 
ethyl cellulose, a carboxymethyl cellulose, or hydroxypropyl methylcellulose, other water, gelatin, 



MEANS 




talc, vegetable oil, and gum arabic, are mentioned. 

[0012] Liquid preparations uses the suitable additive usually used in liquid preparations, such as 
oils of the vegetable origin, such as water, alcohols or soybean oil, a peanut oil, or sesame oil, 
and is manufactured as gestalten, such as suspension and syrup. 

[0013] What is necessary is just to cover with the gelatin film, after warming and fusing bases for 
suppositories, such as TORI of an active ingredient and cacao butter, and a fatty acid, JI and a 
monoglyceride, and a polyethylene glycol, slushing into a mold, and cooling or dissolving an active 
ingredient in a polyethylene glycol, soybean oil, etc., in order to manufacture a rectum medication 
agent. 

[0014] Although the desirable dose of the compound of this invention changes with states of the 
age of the kind of blended constituent, application frequency, and the person prescribed a 
medicine for the patient, weight, and the skin etc., it is desirable for about 1-500mg /to be [ kg ] 
10mg - 200mg/kg preferably, and to usually, prescribe a medicine for the patient in 1 time or 
several steps for one day. 

[0015] As for the noxious-animal inhibitor of this invention, it is desirable to make it the animal 
which is a gestalt as it is, is the gestalt mixed with other support, the excipient, and/or the 
additive, for example, should form an active principle the shape of a liquid and granulatio, a grain, 
a tablet, a capsule, and in the shape of a paste, and should control it in addition to food take in. 
Although the content in the food of an active principle changes also with kinds of an object 
animal and food, it is about 0.001 - 1%. Although you may be what thing as long as it is the animal 
which needs control as an object animal, a wild rat, a mole, a stray dog, a bear, an antelope, 
****, a sparrow, a crow, etc. can be mentioned, for example. 
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EXAMPLE 

[Example] Hereafter, an example explains this invention in detail. However, this invention is not 
limited to an example. 

[0017] an example 1 — 12 usually bred 10-weeks old F344 male rats — Q-C^-aminophenyl)- 
forcible medication of 9H1 pyrid [3 and 4~b] Indore (aminophenyl NORUHARUMAN) 100mg/the 
kg in single **** was carried out Three animals were respectively slaughtered after medication 
on the 5th and each 6th on the 3rd on the 1st, and change of the testis was observed. 
Consequently, one day after medication, the vacuolation of Sertoli cell was accepted and, three 
days after, the increase and spermatocyte death of Sertoli cell which carried out vacuolation 
appeared. Furthermore, multinucleated giant celHzation of a circular spermatid was accepted 
with the increase in Sertoli cell which carried out vacuolation five days after and the advent of 
spermatocyte death. Six days after, the ablation and disappearance of a reproductive cell which 
denaturalized were observed. 
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